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Claims 

1 . A benziznidazole acetonitrile accordmg to fonnula (I) 



5 




as well as its tautomers, its geometrical isomers, its optically active forms as enantio- 
meis, diastereomers and its xacemate fomis, as well as phaimaceutically acceptable 
salts thereof, wherein 

G is a pjrtitnidinyl; 

L is an amino groxjp, or a 3-8 membered heterocycloalkyl, containing at least one 
heteroatom selected &om N, O, S or L is an acylamino moiety; 

is selected from the group con^^sing or consisting of hydrogen, sulfonyl, amino, 
carboxy, amino carbonyl, Ci-Cs-alkyI, C2-C6-alkenyl, Ci-C^-alkynyl or Ci-Q-alkoxy, 
aiyl, halogen, cyano or hydroxy; 

is selected from the group compiising or consisting of hydrogen, Ci-Ce-alkyl, Ca- 
Q-alkenyl, Cz-Cs-alkynyl, or Ci-Cg-alkoxy. 

The benzimidazQle acetonitrile according to claim 1, wherein is H or C1-C3 aSkyh 

The benzimidazole acetonitrile according to any of claims 1 or 2, wherein R^ is a Ci- 
CsalkyL 
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The benzmiidazole acetomtiile according to any of claims 1 to 3, having any of the 
fimnulae 




wherein is as above defined, and 

is selected from the group comprising or consisting of hydrogen, Ci-C6-alkyl, Ci- 
C6-alfcanyl, Ca-Ce-alkynyl or Ci-C6-alkaxy; 

L is an amino group of the fomiula -NR^R^ wherein R^ and R^ are each 
independently from each other H, Ci-Q-alkyl, C2-C6-alkenyl, Ca-Ce-alkynyl, Ci-Cg- 
alkoxy, aryl, heteroaiyl, saturated or misaturated S-S-membered cycloalkyl, 3-8- 
membered heterocycloalkyl, Q-Ce-alkyl aryl, Ci-Q-alkyl heteroaryl, Ci-Co-alkenyl 
axyl, Ci-C6-alkenyI heteroaiyl, Ci-Ce-alkynyl aryl, Ci-Ce-alkynyl heteroaiyl, Ci-Ce- 
alkyl cycloalkyl, Ci-Ce-alkyl heterocycloalkyl, Ci-C6"alkenyl cycloalkyl, Ci-Ce- 
aBcenyl heterocycloalkyl, d-Cfr-alkynyl cycloalkyl, Ci.Ce-alkynyl heterocycloalkyl, 
or 

R^ and R^ may form a ring together with the nitrogen to which they are bound 

5. The benzimidazole acetonitrile according to any of the preceding claims, wheiein R^ 
is hydiogen or a methyl or ethyl or propyl groiq> and R^ is a selected from the group 
consisting of H, (Ci-.Cio)-alkyl, Ci-Ce alkyl-aiyl, Ci-Q-aBcyl-heteroaiyl, cy^cloalkyl. 



wo 2005/026155 



PCT/EP2004/052137 



-113- 



Iieterocycloallcyl, aryl or hetezoaiyl and 4-8 membered satuxated or unsaturated 
cycloalkyl. 

6. The benzmudazole acetonitrile accoiding to any 'of the preceding claims, wherein 
is H and is selected from the group consisting of Ci-C6 alkyl, 3-8 membered 

5 cycloalkyl, 3-8 menibered heterocycloalkyi, heteroaocyl, Ci-Cs-alkyl heteroaiyl, Ci- 

Cg-alkyl cycloalkyl, Ci-C6-alkyl heterocycloalkyl. 

7. The benzoxazole acetonitrile according to any of claims 1 to 3, wherein L is an 
acylamino moiety of the fimnula — NR^C(0)R^ wherein R^ and R^ are each 
independently from each other H, Ci-Ce-alkyl, C2-C6-alkenyl, C2-C6-alkynyl, Ci-Ce- 

10 alkoxy, aiyl, heteroaryl, saturated or unsaturated 3-8-membered c^loalkyl, 3-8- 

membered heterocycloalkyi, d-Cs-alkyl aryl, Ci-C6-allsyl heteroaryl, Ci-Ce-alkenyl 
aiyl, Ci-Ce-alkenyl heteroaiyl, Ci-Ce-alkynyl aryl, Ci-Ce-alkynyl heteioaryl, Ci-Cs- 
alkyl cycloalkyl, Ci-Cg-alkyl heterocycloalky], Ci-Q-alkenyl cycloalkyl, Ci-Ce- 
alkenyl heterocycloalkyl, Ci-Ce-alkynyl cycloalkyl, Ci-Ce-alkynyl hetorocycloalkyl. 

15 8. The benzimidazole acetonitrile according to any of the preceding claims selected 
from the group consisting of : 

(2Z)-(l-ethyl-l,3-dilrydro-2H-benzimidazol-2-ylideneX2-{[3-(lH^ 
yl)propyl]amino}pyrinudin-4-yl)acetQnitiile 

(2Z).(l.ethyl-l,3-dihydro-2H-benzimidazol-2-yKdeneX5-methyl-2-{[3<lH-py^ 
20 1 -yl)propyl]ammo}pyrimidin-4-*yl)acetonitrile 

(2Z)-[2-(cyclobiitylamino)-5-mefhylpyrimidin-4-yl](l-^thyl-l,3-^ 
benzimidazol-2-ylidene)acetonitrile 

(2Z)-(l-ethyl-l,3.dihydro-2H-benzimidazol-2-ylideneX5-metihyW 
oxopyrroUdin- 1 -yl)prppyl]amino}pyrimidin-4-yl)acetonitr0e 
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(2Z)-(l-efhyl-13-dihydro-2H-benziimdazol-2-yMdeneX2-{[3-(2^^ 
yl)p]x>pyl]a3xuno}pyriimdin-4-yl)ace1x>mtri^ 

(2Z).(l-efhyl-l,3-dihydro.2H-beiiziiiiidazol-2.yHdm 
yl)propyl]ainino}pyrimidm-4-yl)aTO 

5 (2Z)<l^elhyI-l,3.dmydro-2H-benziimdazol-2-ylideneX5-mea^^ 
triazol-1 -yl)propyl]anuno}pyTimidin-4-yl)acelx]»m 

[2^[(^clopea1ylainino)-5-me11iylpyi±iudin-4 -ethyl- lH-benzimidazol-2- 
yQaoetonitrile 

• (2Z)-(2- {[3-(2-oxopynx)lidin- 1 -yl)propyl]amino}pyrimidm-4-yl)(l -propyl-l ,3- 
10 dihy(lrO'2H-benziimdazol~2-yUdene)acetonitn^ 

(1 -ethyl- lH-benzimidazol-2-yl) {S-methyl-2-[(2-pyridm-3 -ylefhyl)a3ctimo]pyriiDidin- 
4-yl} acetoautrile 

(2Z)-[2<cyclobutylamino)pyriinidin-4-yl](l-ethyl-l,3-dihydro-2^^ 
ylidene)acetO]iitrile 

1 5 (2Z) -[2-(cycloheptylainino)-5-methylpyriirddSn-4-y -ethyl- 1 ,3-dihydro-2H- 

benziTnidazoI-2-ylidene)ace1jonitrile 

[2-((^clopentylainino)pyriinidin-4-y]](l -ethyl- lH-ben2iinidazol-2-yl)acetomtrile 

1 ^ -dihydro-2H-benzimidazol-2-ylidetLe(5-methyI-2- {[3-(2-oxopyrrolidin- 1 - 
yl)pix>pyl]amino}pyrinudin-4-yl)acetonirt^ 

20 (2Z) -( 1 -cyclobutyl- 1 p3-dihydro-2H-benziitddazol-2-ylideneX2- { [3-(2-oxopyrrolidm- 

1 -yl)propyl]ainmo}pyrixnidin-4-yl)acetomtrile 
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(1 -ethyl- lH-benziniidazol-2-yl){2-[(2-pyri€iin-3-ylethyl)ani^ 
yl}acetQmtrile 

(2Z)-(1 -efhyl-l,3-dihydro-2H-benzimid^ 
metbylpyiimidin-4-yl]acetomtrile 

5 (2Z)-(1 -ethyl- 1 ,3-dihydro-2H-ben2iinidazol-2-ylidene)(2- {[2-(m-im 

yl)efhyl]ai]iino}pyriixddin-4-yl)acetoiiitrile 

(2Z)-(l-ethyl-l,3-dmydro-2H-benziimdazol-2-yUde^ 
4*yl]acetotutrile 

[2-(cyclopropylainino)pyTimidin-4-yl](l -ethyl- lH-beiizimidazol-2-yl)ac6tomtrile 

10 [2-({2-[6-(dimethylammo)pyridin-3-yne&yU -etiiyl-lH- 

ben?iinidazol-2-yl)acetonitdle 

(l-elhyl-lH-beiizimida2»l-2-yl)(2-{[2-(lH-l,2,4-1ri^ 
4-yI)acetonitrile 

(2Z)-(1 -ethyl- 1 ,3 -dihydro~2H-benziimdazol-2-ylideneX2- {[2-(lH-iimdazol-4- 
1 5 yl)ethyl]aimno} •S-inetbylpyjiinid3n-4-yl)acetomtdle 

[2-({2-[6-(diine1hylanmo)pyridm-3-yl]ethyl}am^ 
ethyl- 1 H-benzumdazol»2-yl)acetomt]ile 

(2Z)42.(cycloheptylamino)pyTimidui-4-yl](l-ethyl-l,3-di^^ 
ylidene)acetomtrile 

20 [2-(cyclopiopylamino)-5-mefhyli>yrumdin-4^^ -ethyl- 1 H-benzmiidazol-2- 

yl)acetomtrile 
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(l-efhyl-lH-benz]imdazol-2--yl){2-[(2-pyridin-2*^^ 
yl}ac6toBitiile 

[2-(cyclGpe]ilyla]iimo)-5-meftiylpyxjnudin-4-yl](l,3-d^^ 
ylidene)acetonitrile 

5 [2-(cycIohexylaimno)pyiicnidi]i-4-yl](l -ethyl- 1 H-benziinidazol--2-yl)acetQnitrile 

(2Z).(l.ethyl-13-diliydro-2H-benzimidazol-2-^^ 
yl)etl]yl]anuno} -5-methylpyiimidin-4-yl)acetomtrile 

(l-ethyl-lH-benziniidazol-2-yl){5-methyl-2-[(2-pyndm-2 
4-yl} acetonitrile 

10 {2-[(2-e11ioxyetl)yl)amino]py]imidin-4-yI}(l-ef^ 

(1 -ethyl-lH-bexi2±tmdazol-2-yl){5-methyl--2-[(l -methylbutyl)amino]pyrimidin-4- 
yl}acetoiiitri]e 

(l-ethyl-lH-benrimidazol-2-yl)[2-(metfaylamino)pyri 

(l-ethyI-lH-benziimdazol-2-yl)(5-methyl-2-{[2-(lH-pyr^^ 
15 yl)etbyl]axiiino}pyTimidm-4-yl)acetonitri 

1 H-benziinidazol-2-yl {5-melhyl-2-[(2-pyridin-3-ylethyl)ammo]pyri^ 
yl}acetomtiile 

(2Z)-(l-efhyl-l,3-dihydro-2H-ben7amidazol-2-yKdeneX2-{[2- 
yl)etliyl]aimno} -5-metbylpyiimidin-4-yl)acetomtrile 

20 1 H-benziinidazol-2-yl {2-[(2-pyridin-3 -ylethyl)amino]pyrimidiii-4-yl} acetonitrile 

(l-etfayl-lH-benzunidazol-2-yl){2-[(l -2nethylbutyl)ammo]pyrixmdin--4--yl} acetonitrile 
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{2-[(cyclohexylmethyl)ammo]-5-mefhylpyai^ 
yl)ac6tomtrile 

lH-benziimdazol-2--yl[2-(cyclopen1ylaxnino)pyriiiudin-4-^^^ 

(l-elhyl-lH-benziBiidazol-2-yl){6-melJiyl-2-[(2-py^ 
5 4-yl}acetomtnle 

lH-benzinudazol-2-yip-(cyclopropylamino)pyTiimdin-4-^^^ 

[2-(cyclopentylamiao)-6-me1hylpyriimdm -ethyl- lH-benzimidazol-2- 

yl)acetO]iitrile 

{2-[(cyclohexylmelhyl)ainmo]pyrinridin-^ (1 -ethyl-lH-benzimidazol-2- 
10 yl)aGetonitrile 

(l-ethyl-lH-ben2dimdazol-2-yl){6-[(2-pyridin-3-yle^ 
yl}acetQmtnle 

(l-elhyl-lH-beiiziimdazol-2-yl){2-[(3-pyiToHdm-l-ylpr^ 
yl}acetonitiile 

15 (l-ediyl-lH-benzinudazol-2-yI)[2-(4-ethylpipeKazm 1 -yl)-5-methylp3minidin-4- 

yljacetozutrile 

(l-ethyl-lH-benzmiidazol-2-yl){2-[(2-ftaylme^^^ 
yl}acetonitrile 

(2Z).(1 -ethyl-l ,3 -dflqrdro-2H-benzinaidazol-2-yHdeae){5-me^^ - 
20 inetfay]^peridm-^yl)ammo]py]imidin-4-^^ 

(2Z) - [2<cy clohexylainino)-5-methylp3ainiidm-4-yl^ 
betiziniidazol-2-ylidene)acetonitrile 
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(2Z)-[2-(efliylammo)-5-mefcylpyiMmd^^ 
2-ylidene)acet0mtrile 

[2-(cyclopentylanmno)-5-me1hyliiyrim 
benzi]xudazol-2-yfidene)acetomtrile 

5 (2Z)-(l-ethyl-l,3-dfliydro-2H-ben2iinidazol-2-yMene) 
ylanimo)pyrimidin-4-yl]acetomtrile 

(2Z)-(1 -ettiyl-l,3-dilydro-2H-benziimdazol-2-ylidene){5-me1hyt^^ 1 - 

yle1fayl)animo]pyritnidin-4-yl} acetonitrile 

N-{4-[(Z)-cyano(l -elhyl-1 ,3-dihydro-2H-beiizimidazol--2-ylidene)methyl]-5- 
10 inethylpyrmudm~2-yl} -4-(4-mefliylpipei:azm-l -yl)-^-oxobulmaimde 

N-{4-[(Z)-<yano(l-efhyl-l,3-dmydro-2H-ben2i^ 
2.yl}-4-(4-m6thylpip6razm-l-yl)-4-oxolmtaoaimde 

(1R,5R,7R)-N- {4-[(Z)-cyano(i -ethyl- 1 ,3-diliydro-2H-benzmiida35ol-2- 
ylMene)methyl]-5-methylpyTimidin-2-yl} .6,8-dioxa-3-azabicyclo[3.2. l]octane-7- 
15 carboxainide 

(lS,5S,7S)-N-{4-[(Z)-cyano(l-ethyl-l,3-diliydro-2H-benzimida5^ol-2- 

ylidene)methyl]-5-methylpyriimdin-2-yl}-6,^ 

carboxainide 

(1 S,4S,5S,7R>N-{4-[(Z)-cyano(l >e1fayl-13-<Hhy<fa^2H-bftn7iiri id a7 o l-2- 
20 ylidene)methyl]-5-methylpyrinudin-2-yl}-4-metfayl-63-^ 
a2abicyclo[3^-l]octaiie-7-carboxamide 
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(1 S,4R,5S,7R)-N-{4-[(Z)-cyano(l -ethyl- 1 ,3-dihydro-2H-benzimidazo]-2- 

ylidene)methyl]-5-methylpyriiiiidm-2-yl}-4-metii^ 

azabicyclo [3^.1 ]octaiLe-7-carboxaimcle 

N-{4-[(Z)-cyano(l -ethyl-13-dflQrdro-2H-benzi^ 
5 me1hyIpyiimid3n-2-yl}pq)eiaz]ne-2-carboxam 

(4S)-N- {4-[(Z)-cyano(l -ethyl- 1 ,3-dihydro-2H-benziimdazol-2-ylideiie)methyl].5- 
methylpyiimidin-2-yl}-l,3-thiazoUdme-4-carboxam 

(4R)-N-{4-[(Z>cyano(l.ethyl.l,3-dihydro-2H-beirz^ 
methylpyxiimdin-2-yl} -1 ^ -thiazolidine-4-carboxaimde 

10 N-{4-[(Z)-cyano(l-elhyl-l,3-dibydro-2H-benzinudazol-2-ylidene)me&^^ 
methylpyiiinidiii-2-yl}-5-oxo-L-i»olinaimde 

4-tert-butyl l-(9H-fluoien-9-yIinethyl) 2-[({4-[(Z)-cyano(l-ethyl"l,3-dihydio-2H- 

benzimidazol-2-ylidene)methyl]-5-methylpyi±midin-2-yl}a]^ 

1 ,4-dicaTboxylate 

15 tert-butyl (4S)-4-[({4-[(Z)-<o^mo(l-ethyl-l,3-dmydro-2H-benzim 

ylidene)methyl]-5-melhylpyiimdm-2-yl}amm 
carboxylate 

tert-bu1yl(2S)-2-[({4-[(Z).cyano(l-ethyl-l,3-dihydro-2H-beii^ 
ylidene)methyl]-5-m€thylpyrimidm-2-yl}amino)carbonyl]-5-o^^ 
20 carboxylate 

tert-butyl (4R)-4-[({4-[(Z)-gyano(l-ethyl-l ,^^rlibydrn,->BrAftii^tniHayr>l-7- 

yKdene)methyl]-5-m€fltylpyriniidin-2-yl}amino)cait^ 

carboxylate 
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2-(l-ace1ylpiperidin-4-yl)-N-{4-[(Z)-cyano(l-e1hyl-l,3-dih 
yUdene)methyl]-5-methylpyiiinidm-2-yl} acetamide 

N-{4-[(Z)H:yano(l-efliyl-l,3-dihydro-2H-benzii^^ 
me£hylpyijmidm-2--yl} -4-methylmoipholine-2--carboxamide 

5 4-acetyl-N- {4-[(Z)-cyano(l -ethyl- 1 ,3-dihydro-2H-benzimidazol-2-ylidene)inefhyl] -5- 

methylpyximidin-2-yl}moipholine-2-carfaoxamide 

N- {4-[(25-cyano(l -ethyl- 1 ,3 -dj]iydro-2H-bexizit»ddazol-2--ylidene)melliyl]-S- 
nielliylpyriniidm-2-yl} -4-[(4-meaiylpipeiazin-l -yl)]netby]]benzamide 

tert-butyl 3-[({4-[(Z)-cyano(I-ethyi-l,3-dihydro-2H-ben2miidazol-2- 
10 yUdene)melhyl]-S-methylpyrinudin-2-yl}aiiuno)cw^ -carboxylate 

tert-butyl 4-[2-({4-[(Z)-cyaiio(l -ethyl-13-dihydro-2H-beariimdazol-.2- 
yUdene)methyl]-5-methyIpyximidin-2-y]}an3ino)-2-oxoethyl]pip^ 1 -caiboxylate 

N- {4-[(Z)-cyano(l -efliyl- 1 ,3 -dihydro-2H-benziinidazol-2-yIidene)mefliyl]-5- 
methylpyxixxddin-2-yl}moipholine-2-car1x>xaimde 

1 5 N- {4-[(Z>cyano( 1 -ethyl- 1 ,3 -dihydro-2H-benziimdazol-2-ylidene)jiiethyll-5- 

me<hylpyTimidiii-2-yI}-2-piperidin-4-ylacetaniide 

N- {4-[(Z)-cyano(l -efhyl- 1 ,3 -d3hydro-2H-benziniidazol-2-yKdene)methyl]-5- 
methyli)ynmidin-2-yl}piperidine-3-carboxa]nide 

tert-butyl 2-[( {4-[(Z)-cyano(l -ethyl- 1,3 -dihydro-2H-benziinidazol-2- 
20 ylidene)inethyfl-5-methylpyTimidin-2-yl}ammo)carbcmyl]moipholm 



N-[3-({4-[(Z)-cyaao(l-ethyl-13-dihydro-2H-benzimidazol-2-yHdene)^ 
m6thylpyxiniidjn-2-yl} ammo)-3-oxopTopylJbenzaxmde 
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tert-butyl [2-({4-[(Z)'Cyano(l-ethyl-U3-d&ydro-2H-benzimidazQl-2- 
yliden6)methyl]-5-methylpyiimidin-2-yl}a]^^ 

N-{4>[(Z)-<yano(l-eflQrl^l^>dihydro-2H4>en 
metfaylpy]ixnjdin-2-yl}--l-n)etbylpipen 

5 1 — {4-[(Z)-cyano(l -ethyl- 1 ,3-dihydxo-2H-ben2Mnidazol-2-ylid€ne)methyl]-5- 

methylpyrimidiii"-2-yl}-N'-2 — methylglycmamide 

N- {4-[(Z)--cyano(l -efliyl- 1,3 ■dflydro-2H-benziTnidnzol-2-ylidene)methyl]-5" 
methylpyrumdin-2--yl}pynx>Hdme-3-GariK>x^ 

tert-butyl 3-[({4-[(Z)-cyano(l-ethyl-l,3-dihydio-2H-ben2imidazol-2- 
10 ylidene)methyl]-5-in€thylpyrimidin-2-yl} atmno)carbonyl]pyTrolidixie-l -caxboxylate 

(2S)-N-{4-[(Z)-cyano(l-eflvl-l,3-dil^dro-2H-ben^^ 
methylpyrmiidin--2-yl} -2,5-dilQrdix>-lH-p>riTole-2-carboxam 

tert-butyl (2S)-2-[({4-[(Z)-cyano(l -ethyH,3-dihydro-2H.ben7nimidazol-2- 
ylidene)metiiyl]-5-metbylpyiiinidin-2-yl}airiino 
15 caiboxylate 

N-{4-[(Z)-cyano(l-ethyl-l,3-dihydro-2H-benzimidazol-2-ylidene)meAyl^ 
mefhylpyiimidin-2-yl)-2-(2-methoxyphenyl)aceta]nide 

1 -acetyl-N-{4-[(Z)-cyaiio(l -eftyl-1 ,3-dihydro-2H-benzimidazol-2-ylidene)inefhyl]-5- 
mefhylpyriimdjn-2-yl}pipeiidme-4-caTboxa]^ 

20 N- {4- [(Z)-cyano(l -ethyl- 1 ,3 -diliydro-2H-benzimidazol-2-ylidene)methyl]-5- 

methylpyximidin-2-yl}-l-me&ylpiperidine-4-carboxaniide 

4- attuno-N- {4-[(Z)-cyano(l -ethyl- 1 ,3-dilQrdro-2H-benzi]nidazol-2-ylideiie)methyl]- 

5- methylpyx]midin-*2-yl}buta]ianiide 
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tert-butyl4-[({4-[(Z)-cyano(l-efhyl-l,3-dihydro-2H-bei^^ 
ylidene)m6thyl]-5-mefhylpyriimdin-2-yl}ai^ 1 -caxbaxylate 

N-{4-[(2r>-cyanc<l^yl-l,3.<ffliydro-2H-benziim 
m6thylpyijmidin-2-yl}piperidine-4-carboxannde 

5 tert-butyl t4-({4-[(Z)-cyano(l-ethyl-l,3-dihydro-2H-ben2miidazol-2- 

yUdene)melhyl]-5-melfaylpyiimidm-2-yl} ainino)-^ 

N-{4-[(Z>cyano(l^lhyl-l,3-daiydro-2H-beiiziim 
methylpynmidm-2-yl}cyclopmtanecarboxainide 

N- {4-[(Z)"Cyano(l -ethyl- 1 ,3 -dihydro-2H-benzdmidazol-2-ylidene)mefliyl]-5- 
10 methylpyiiinidin-2-yl}-4-(4-meftiylpipera2^ 

N-1 — {4-[(Z)-cyano(l-efliyl-l,3KiilQrdro-2H-benzi^ 
meAy^>yiimidin-2-yl}-N-'3'-^'-3 — dimethyl-beta-alamnaiziide 

N-{4-[(Z)-cyano(l -ethyl- 1 ,3 -dihydro-2H-benziinidazo]-2-ylidene)methyl]-5- 
inethylpyrimidm-2-yl} -4-(dimethylamino)butanaEmde 

1 5 (2Z) -(2 -amino-5-mefhylpyriDQidin-4-yl)(l -ethyl- 1 ,3 -dihydro-2H-benziiDidazol-2- 

yKdene)acetoiiitrile 

N-{4-[(Z)-cyano(l -ethyl- 1 ,3 -dilydro-2H-beTiyimidazol-2-ylidene)me(fayl]--5-- 
inethylpyTimidin-2-yl} -2*xnQrpholm-4-ylacetamide 

N-2~ben2yl-.N~l— {4-[(Z)-cyano{l -ethyl- 1,3 -dihydro-2H-benzimidazol--2- 
20 ylidene)methyl]-5-methylpyrimidin-2-yl} glycinamide 



N- {4-[(Z)-cyano(l -elhyl- 1 ,3 -dihydro-2H-benz]midazol-2-yIidene)inethyI]-5- 
metbylpyxinudin-2-yl}-2-(l3l -dioxidothiomoipholin-^ 
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N-l— {4-[(Z)-cyano(l -ethyl- 1 ,3-dihydro-2H-bCTziimdazol-2-ylidene)methyl]-5- 
inethylpyriinidin-2-yl} -N--2^-formylgIyci2iamide 

9. A benrimidazole acetonitrile according to any of the preceding claims for use as a 
medicament 

5 10. Use of a benzimidazole acetonitrile according to any of claims 1 to 8 in the 

preparation of a medicament for the prevention and/or treatment of metabolic 
disorders mediated by insulin resistance or hyperglycemia, comprising diabetes type 
n, inadequate glucose tolerance, insulin resistance, obesity, polycystic ovary 
syndrome (PCOS). 

10 11. Use of an benzimidazole acetonitrile according to claim 9 wherein the disease is 
diabetes type n. 

12. A pharmaceutica] composition contaioing a benzimidazole acetonitrile according to 
any of the cl^ms 1 to 8 and apharmaceutically acceptable carrier, diluent or 
excipient thereof. 

15 13. A composition according to claim 12, further comprising at least one si^^plementary 
drag selected fixjm the group consisting of insulin, aldose reductase inhibitors, alpha- 
glucosidase inhibitors, sulfonyl urea agents, biguanides, thiazolidines, PPARs 
agonists, GSK-3 inhibitors. 

14. Composition according to claim 13 wherein said supplementary drug is selected jGrom 
20 the group consisting of a rapid acting insulin, an intermediate acting insulin, a long 

acting insulin, a combination of intermediate and rapid acting insulins, Minalrestat, 
Tolrestat, Soxbinil, Methosorbinil, Zopolrestat, Epalrestat, Zienarestat, Imirestat, 
Ponalrestat, ONO-2235, GP-1447, CT-l 12, BAL-AJRI 8, AD-5467, ZD5522, M- 
16209, NZ-314, M-79175, SPR-210, ADN 138, or SNK-860, Miglitol, Acarbose, 
25 Glipizide, Glyburide, Chlorpropamide, Tolbutamide, Tolazamide, or Glimepriride. 
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15- A method of preparing a benzimidazole acetomtrile of fomiula (I) accoiding to any of 
the claims 1 to 8, comprising the following step: 



IV V I 

wheiein R', G, L are as above described. 

5 1 6. A method of preparing a benzimidazole acetonitrile of formula (I) according to any of 
the claims 1 to 8, comprising the following step: 



G— NH^ i ^^^^^H 

ir III* I 

P( s CI, OH] P- " C(0)R«] 

17. A method according to claim 15 or 16, comprising the following steps : 

H 



<'V) (V) 



(H) 
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whezein R , R andR are as above defiDed. 
17. A mefhod accoidiDg to claim 1 5, comprising Ifae followmg steps : 




5 wherein R^, R^ andR"* are as above defined. 

18. An mtermediate compound of formula (U), selected jfrom the group consisting of 
l,3-benziimdazol-2(3H)-yKdene(2-cUoro-6-methylpyrin3idin^^ 
1,3- benzimiclazol -2(3H)-yUdene(2-chloro-6-methylpyriimdin-4-yl)acetonitrile 
1,3- benzimidazol -2(3H)-yKdene(6-chloropyrimidia-4-yl)acetonitrile 



10 



